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Table 9. Affinity of transport inhibitors at cloned GABA transporters. 



The compounds shown were examined for their ability to inhibit uptake of ['hJGABA by each 
of the cloned GABA transporters, as described in Methods. Data show the IC,^ for Inhibition 
of [^HJGABA uptake, in fiM, and represent means ± S.E.M.; the values in parentheses indicate the 
number .of experiments. 

• • . ' ' IC50, MM • 



clone/ 
compound 


human 
GAT-1 


rat 
GAT-1 


rat 
GAT- 2 


human 
GAT- 3 


rat 
GAT-3 


human 
BGT-1 


GABA 


5±1 
V -» / 


. 30+8 
f 3 ) 


5+2 
f 3) 


7±1 
(4) 


33±10 ' 
( 3 ) 


36+3 
(4) 


(R,S)- 

nipecotic 

acid 


8±0.4 
(3) 


2 4 ±6 
(3) 


38±4 
(4) 


106±13 
(3) 


159+30 
(3) 


2370±617 
(4) 

1 


(R) -nipecotic 
acid 


5.96±0.8 


ND" 


19±2 
(3) 


51±6 
< 4 ) 


ND 


2310±114 
(3) 


:(S) -nipecotic^, 
acid 




,_ND.^..^... ...... 


763±55;^_ 


^2320186 - 
> f4) 




64101213 .. ,, „. 
(3> 


guvacine 


14±3 
(3) 


39+6 
(3) 


58+5 
(4) 


119+24 
(3) 


378+175 
(3) 


1870+387 
(3) 


/9-alanine 


569011890 


2920±197 
(3) 


19+7 
(3) 


58±3 
(3) 


110±40 
(3) 


13201224 


CI-966 


0.26±b.05 
(4) 


1.2+0.2 
(5) 


297±34 
(3) 


333±76 


1140+337 
(3) 


300+10 
(3) 


Tiagabine 


0.07+0.007 
(7) 


0. 64±0. 15 
. (5) 


1410+250 
(3) 


917±193 
(3) 


2040±107 
(3) 


1670+722 
(3) 


SK&F 89976-A 


0.13±0.01 
(3) 


0.64±0.19 
(5) 


550±22S 
(4) 


. 944+259 
(3) 


. 4390±1420 
- (3) 


7210+3630 
(4) 



TABLE 9 (CONTINUED) 



tlNC-711 0.04±0:01 0.38±73 171153 1700±252 349±151 «2±26S 

(4) (4) (5) (3) (3) \'^) 



•ND not determined 
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